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[0002) 
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10 *t.»rtt*<. iwc^^D-f HJHWitt. fflwaift 



27 [mn>le 16] 597-602. 1995,/Mt4V 
WUHiOt. 27 [aiippleie] 6 03-609. 

1995). rhtr--ttauiftft«t=4jk»Ttt. th i 

-N^Wt-HtttTh 2'\A'/t-«BA/t9>';(0):fgM 
-t^^Th 2«Uffi«>ttBt:ft 9 . Th 2mU^k 

» V^-o-f*V-4^'f>'^-o-{#:/-5ft^«> 

«:Afc4r<>T»^. fleoT. Th 2aSfitmH-« 
1000 3] HSC. Sf|!Sili&b l-AMn^tKfrft 

8«aa9ttr«ft»ra6«i^t:.«. s^t^n^Bse. 

ate ptaK leKtion of the type I allersyTft?. T 

h 2^/t-iiB • iawum<mb'*x\'^ht*iLt, 
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2r'v>'-tr>'«i:/\o>'>'. ;ihoJi«V»Up< 
h * i^»ft» «• « LT t J: V > 7 X i/PT /P* y 'f . 

iWI. *«l!l-~8T4HWIB«-*UTtJ:v>Til'3*i' 
f-WLT t J:v>7 x^;PrH'3*i/:p&/l>';t(;iA«irip 

[0025] (8) TiBevi-C«SA&«10T$HR 

[0026] 
litl 6] 

aX« ■ 

y>f/P«. lK«»l-8r4Hlt«^*LT«»J:»r*Tn^ii 

100281 (9)Tae3Kviir5i^sn*5Ci<or$K» 

*<*:«r^«r^fc*><0***H«rr** - 40 
[0029] 
tftlTJ 

Co:™" <« 

100301 ^11*. R)6f«^|«<0t&. R'«, 
l-8-C»«lfc*LTtJ:v>r;W;&y^;Wi. #eMft 
l"^8T#««t*rLTfc±Vw\oT/l';>y-f/«. 50 
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8 

#w»i-i 2r^-e>ii±/\Dy>', ^ikd* 

IW»l--8r#«Bt*LTfcJtV*T/Pa 
:^i^;«&rt^-/Ht. ««»l-8r»««tlfLTfci 

i.tz. R. R'jfii'— 3k:5r->T/NDy:^. ;xho 

H€ittfrr*. nfct23&*^l 2<0ffl»i'irrr. 
[003 11 (10) TESVint«$^i*I<OT$ 

[0032] 
[4:18] 




[0033]*Vin+. R*«*«<Ot*. R'tt. 

«i-8r^«««:*UT:fcj:v\r/p;^y>fiWi. tm 

IWHfcl — 1 2-e'^>'-tf>-«Lh/\Dy>', ::ihoJS&W) 
tt-^ K*>-«»tirtT t J:i^7x::iiPr;k;^y^/P 
X. #aM»l--l 2T'<:^4f>ULt/xoy^'. -hol^. 
*v^^ h^s.^iat^'^LTt Jiu7xy#i^r;u;^ 
>^>f iwwi-8r3Hl«^^tTt J^v^r;i/n 

^5^;^;P-iC::i;P«. #Wfkl-8T4H«R^WLTL J: 

2TO'-tf>«±Moyv. :ihoft^v4i^h:^5/X 
IMEl^^^ UT J: X :^;PT;^r?:^^ s^;^/P4f:iiMS* 
in:. R. R**5— ofc^SroT^Noy^-. ^ho 

[0 0 34 1 3S:v, 5*VK ^iifcrijjt^R, R'idtr^ 
>'»o«aBr^>o, r-fe-f-/!^. roe:r=. 

[ o 0 3 5 ] ^O4k«flK0E»Wc]^«L ^ ^MHtlD 
tttLTtt. «ft**tt. Rift. ««r. 
ittft. lUB. vw via. ^xvBt. y>-:::f 
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{00401X8(3) C:«V>T. *VII^^th 
1004 1 ] XH (4 ) (:«V>T. ^I^^ttor^ 
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1 1 

tert-rfh^i^tin'itisui' ( Bo c ) ffHt^UmM^ 
1004 21 XS (5) tlftk^T. aa'WWM'^Vi'* 

i, 

[0043] Zfi (6) *-h^U— y (H 

(00441x13 (7)t:t{v>T. Bmim±o»mit 
»«. 

[004 5] XB (8) t:JSV>-C. iKlUmt^trf^ 

oT/u/iyKkkuzmmtcmgtitzti.a, n.n- 

t0046J le (9) tCUV»T> 5WI<Ofl:d*tt^ 

^/PATSH. ^^y-iw, x^y'-n', n-rtjyty 

1004 71 *»i*r«IT*S*liT5 KWiflt&lX 

«. «r*A«, KM. MUf. warn, mm, m. 

t^iwwi. mum, mn, «ajh. amn, oMm, 
mm, ^y-A. o-i^s>, mmieirtmr^ii 

nitLxii, K&m. tir&m. fimm, mwn, mm 
m, mmm, mtm, nim, 

imm, wmmn, ^t^n^, mmim 
m. Rncsn. »mm, mmKttifimfA,^. 
[00481 ^ioitiMx/^<fmttmit, »i L 



12 



Mn'9-208584 



[0049} ^i^Muiv^irmiimuii, mm 

amrmfmaxmtx^syipm^if^zkt^/>, ^ 

[0O50] 

imtmi 9:tz. ^t^t:mitmtzi'>x^ti,tztmtz 

iF-^tt. I KX^^ hM±B*1»ei R-8 1 0. > 
H-NMRX-^^ hJPtt VariM Uiity 400 M Aiwa 

[0051] immi) 

2.4-J^^OO-3-SHi#yy>'0.1 9« (0. 
768HDl)StfN- (■^yyj^ct^S'jfriWtxA.) - 
1.3-m/C^S^S>'0.1 6« (0.768M0I) 
20 frhUX^A'TS>'5aI<t>. 7 O'CC^RUT liWH 

liEFS^U::. WEt J'y;0yil'j»9ii.^trT>^^9 
V) «as»HCj:9. 4 - [3- (^£'A'4^i<';»A' 

sit^A'Tsy) mejpTsy] -2-^do-3-x 
ho^yy V0.27S (0.65 iwl) inaSMt 

30 [0052] >H-NMR (CDCI>) 9 (p^) : 1. 
79 (2H.m) . 3.35 (4H.m) . 5.02 (1 
H.br) . 5.18 (2H.8) . 7.15 <lH,b 
r> , 7.37 (5H.in) . 7.57 (lH.t,J-8. 
Oto) . 7.73 (IH.t. J = 7.8te) . 7.90 
<lH,d.J-8.4iiz) . 8.21 (lH.d.J-8. 
ORz) 

[0053] (9111012) 

3-rSy-4- T3- IK.'yjfn^i^MKSMT 

« 4 - [ 3 - ccvyrt^^r^i^jOit'jfJxipr s y > me 

il'TSy] -2-^no-3-=hO#yy^0.27 

s (0.65 iMDi) e^^^y-n'ioaKzmiL. a 

4ailalSMKB0.22s (0.390h»I) ^miX. 

aT2mBw?Ln:. Ki»»iMnKiftMR-^hy>>^ 
*sa[(:»(t. Mix-f-if-^ttitu. MMc-cai». le 

ft(NatSO«)tt. m»«IETKcL^. Bttti^ 

y;^i>'yl'j>9A^crrh*'97 4-t:ftL. ^aaM' 
A-^^y-A- (30 0 : Iv/v) Ham^lCJiO. 3 
-T5y-4- [3- «v&'ii/3r*i^;»iP4e:=4'TS 
59 y) rtuM'Tsyj -2-^'oo^yyvo.i 2« 



(8) 



1 3 

(0.31 2»ol ) trmn^lBMt UT t:. C^h^ 

I0054l»H-NMR(CDCl3) d (pm) : 1. 

76 (2H,m) , 3.30 (2H.in) . 3,42 (2 
H,q.J=6.3H2) , 4.21 (2H.b8) , 4.44 

(lH.br). 4. 92(1 H.br). 5. 16(2 
H.s) , 7.30-7.39 (SH.m) . 7.46 (2 
H.m) . 7.89 {2H.m) 

[0055] (II1IM3) 
1 - f 3- J \ 

/l^l -4-^DD-iH--^g<V^r4- R-n1*y 

3-r§y-4- [3- {K>vnfit^i^ftiif^.-nfr 
sy) me/PTSy] -2-^oodfyu>'0.i2 

S (0.312B01) t:M;x-f-/P*/^hjJ;A'^— hO. 
5 2.1 ( 3. 1 2hd1 ) *jDi. 1 0 OrtASILT 3. 
SWMtfftnr. »B»felMEFWItT. 1- [3- 

('^s;ip^#i^;^/Psif^r$y) roeiH -4- 
^oD-iH->r$^r[4.5-c]:^yy>'0.i2 

8 (0.304-01) *«WftBB*i:LTff)fc. Ci»>i» 

C0056] 'H-NMR (CDC It) 9 (pf«) : 2. 
24 (2H.1II) . 3.36 ( 2H. q. J «6. 41b) . 
4.67 (2H.t,J = 7.0te) . 4.95 (IH.b 
r). 5.14(2H.s). 7. 3 1 -7. 3 9 ( 5H. 
m) , 7.62 (IH.t. J»7.8liz) , 7.71 (1 
H.t.J = 7.8Bz) . 8.09 (IH.s) . 8.1 3 
(lH.d,J-8.4Hz) . 8.21 (lH.d.J = 8. 
4llz) 

10057] (||ilM4) 
^/r4.5-cl4pyily. pttMH^,^ 

1- [3- K^>^Jn<^z^fiMf^A,r\j) rotf 

/P] -4-^nD-lH— f srr[4.5-c] 

'jyo.i2g (o.304«»i) wifl:**-iw [3 

33^] 3«ieaDi, SaT1.5iWBBlffL7t:. fiU5« 

^HffTML. »^telN-*|^fl:-^^t/<yi)o^c^8« 

(Na«S04)«aKtjJETW*L. «ii*i.y;&y 
^y-A^-3 2%Mm ( 1 2 : 6 : 1 v/v) jgitSB^iC 

^9. 1- O-TSyroeA') -4-^oD-iH 
f $^/t4.5-c] ^yy> »Ktt6o«(o. 

1 8 7«ol ) t^SftfifflMct LTIt^. wCDtW)^ 

10058] «H-NMR (CDaOD) d (m) : 1. 
94 (3H,s) . 2.3 9 (2H.m) , 3.12 (2 
H.t,J«7.8H2) , 4.82 (2H,t,J«7.2H 
2) . 7.70 (2H.m) . 7.97 (lH.d.J«8. 
Ote) . 8.27 (lH.d.J«8.0te). 8.41 
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(IH.s) 

[0059] imms) 

1- (3-T§yroeA^) -4-^dd-ih— f $ 

r*rr4.5-c]#yi;:^.iHW86 0Bg (0.187 

(3-rsyToe;p) -iH--f s^/[4.5- 
c]*yy>'-4-r$vl ]« (0.04 5 5ho1) 
fr«»felMa6ft(inp:24 3--24 5T: (^) ) 
tLXmt:. ^<0t><0O J)Jtq e w/- ^(iiaToa9r 

[0060] IR (KBr>cr> : 3320. 317 
0. 1650 

iH-NMR (DMSO-di) a (ppm) : 1.93 (2 
20 H.m) . 2.57 (2H.t. J«6.6lte) . 4.64 
(2H.t.J-7.0lte) . 6.55 (2H. 8). 7.2 
6 (IH.t. J-7.2te) , 7.44 (lH.t.J« 
7.4te) .7.62 (lH.d.J=8.0lb) .8.12 
(IH.d.J^S.OHz) . 8.19 (IH.s) 

[0061] i^ams) 

fl^T^yl -2~:^oo>-3^r:hp#yij>,^>^ 
2.4->?^OO-3--ho=^yy>^0.59« (2. 
4 iHDl) &cn4- (iert-rh^^i^;&jl.4(rji.) - 

30 i.3-7^yt:^>?r$>'0.42« (2.4 iMDi) ^ 

hUXf-ZPT^VlOBlifr. 7 0T:<C»aiLTl. 5i« 

«fl:p«f-p>-WBwt. *at. lai (Natso4) ft« 

BTRMiL^. ^y-it-rhy-f-jLU-hLT 
WXL. 4 - [3- (iert-rh^i^j^y|.,-tril/Pr$ 

y) roe;pr$y] -2-^oD-"3-xhoit^yy 
^0.61 « (1.60-01) »fillMI(mp: 159 

--1 6 ix:) tLxnt:. i<?>«><oo»««»7^^^ii 
OT^or**. 

40 [0062] IR (KBr)cri : 3310. 168 
0. 1580 

iH-NMR (CDC la) 9 (pp«) : 1.5 0 (9H. 
s). 1.77(2H,in). 3. 2 7 ( 2H, q, J =6. 
Ite) . 3.36 (2H.q, J = 6.0lb) , 4.82 
(lH.br) , 7.37 (lH.br) . 7.55 (1 
H.t.J = 7.8Hz) .7.72 (IH, t.J«7.7H 
z) . 7.89 (lH.d.J=8.2H2) , 8.27 (1 
H.d.J»8.4Hz) 
[0063] (IIIWI7) 



(9) 



1 5 

4 - [3 - (urt-rh^i^/fA^itt^Ji^r^y) rot: 
A'TSy] -2-^oD-3-^hD#yi;>'0.27 
« {0.70«»l) tx^y-/P7aIW8)WL. ttfl:^ 
r [IJj • 2*111*0. 5 5« {2.4 5-01) 1 
^ataOBLLti. »»»EJ6««:2N-rx*:::r* 
CAIt. ^003|;;i.i;r2ia«aBL. tt» (MHc) . 

«git (Natso«)tt. isETjm^s^L^. sai^ 

1fV-IM»xf-A. ( 1 : 1 v/v) »mS3Hcl 0. 3- 

T$y-4- [3 - (tert-rh^i^;^/UiCli;prS 

(0.4 2 8«>1) IrSft&l&lli^ tmnr. Z^h^ 

100 641 «H-NMR<CDC la) ^ (m) : 1. 
49 {9H.8) , 1.7 3 (2H,m) . 3.29 (2 
H.t.J»6.2Hz) . 3.35 (2H.q.J«6.0H 
z) . 4.28 (2H,b8) , 4.60(lH,br). 
4.75(lH,br), 7.44 (2H,m) ,7.87 

<lH,d, J=7.6lte) . 7.94 ( 1 H.d. J = 7. 
6Hz) 

100651 (mmms) 

^ - r 3 - ( t e r t -/h^i^p»/P;|gx;Pr ^ / ) r 

5y) roen-r$y] -2-:^ood^yyi^o. i 5 

S (0.4 28moI) (lhUX^;t^:i-;Ph^A^^^hO. 

3 6ii ( 2. 1 4nKi ) imtx. 1 0 oxrc2*ia* 

i^fc:8 0Tm«W?U^. BUBA^^mSTWm 

L. ^aod?/P^->^y— (150: 1--1 00 : 
lv/v)»»H»fcJJO. 1- [3- (tert-rh^i^ 

;^;M?x;pr$y) me^^] -4-i^on-lH--f 
t4.5-c] ^y!;:^0. 14s (0.3 88«» 

1) ire6»^(mp : 15 5—1 56T:) tLXm 

100 661 IR (KBr) : 3 380. 168 
0. I 520 

'H-NMR (CDC Is) & (pp.) : 1.47 (9H. 
s) , 2.22 (2H.m) , 3. 3 0 ( 2H. q. J «6. 
4H2) , 4.68 (2H.t, J«7.2Hz) . 4.7 (1 
H.br) , 7,6 6 ( 1 H. t . J =7. 6H2) .7.72 
(lH.t.J»7.6Hz) . 8.09 (IH.s ). 8.1 
6 (lH.d,J = 8.4lb) . 8.21 (lH.d.J = 
8.4Hz> 

[00671 (IIIIM9) 

y-/r4.S-r1»y>lv^y>^ 
1- [3- K^Ja^,-rYn^f$Afif^:LA/T%./) Toe 
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A.] --4-^00-1 H^-r^rV £4. 5-c]*y 
U>^50as (0. 1 39mo1) »aMbXf>P>3ai(cJV 
ML. h!;7A':tnewr0.1 iBl (1.39m>1) ^tk 

iinri Bi»rL>:!. sbs^ic^mu Banc 

^aD;|;n^Ar50MmL. IHt (NaaSO«) ttMBE 

(3-r$ymeA-) •4-^cid-ih— f 5^*/ 
10 [4.5-c]^^y!;>^i4«(o.0536Mol) »d 

C0068) IR(KBr)ctf:i : 3400» 159 
0, 1510 

»H-NMR (CDC laH-CDsOD) 9 (pf«) : 2. 
06 (2H.III) . 2.72 (2H.t. J«6.8llz) . 
2.98 (2H.br) , 4.64 (2H.t. J«7.0H 
z) . 7.57 (IH.t. J = 7.6Hz) , 7.6 1 (1 
H.t,J«^7.6fe) . 8.03 (IHs) , 8.05 
20 (lH.d.J«8.0ils) , 8.x 1 (lH,d.J-8. 
Ob) 

[0069] (MMIO) 

1- (3-T$/yoeA.) -AH^A^^^rxA^ 

1- (3-T$yrotfi|.) -4-^oo-lH-^5 
^/[4.5-c]^yU>'14«f (0.0 5 3 6«»l) 
trHOJIUliLUjlCAiX. ^-A^SmlBLXMSmt 

^kT^^-rsBiiriDi. 1 5ox:cd«iLxiMiif 

30 U'>A*»«o.3«l^Jn;tlWB«|^»TSlLT. l - 
O-TSymeA') -lH«-f $^/[4.5- 
c] #yU>'-4-r$>8^ (0.0331»l) t 

[00701 (HIIMll) 

5-c1:»vri;v^pj^ 

1 - [3- {Uact-^h^iri$fV^if.ZJUT^y) 
40 A-] -4-:^oo-lH— f [4.5-c] *y 

^JySOmg (0.083 iHDl) «C'0'S;iPT$>'l«I 
friDi.. 1 5 0T:CMKLT3mOM»L^« METil 

^hU«>A4ciBirrtt»U «»(NasSO«)||. M 

0: lvA)»aiB4HCJt9. 4-<:/i;/|.T$y-l 

- 13- (tert-rh^i^j>A'4^xA'T$y) :roe 

» H.1-1H— f$^V'[4.5-c]:^yyv35« 



1 7 

(0.081 1 Ml) «:a€MWS(mp: 17 1-17 

1007 1 J IR (KBr)ai-i : 3330, 170 
0, 1 590, 1 540 

»H-NMR (CDC \7) a im) : 1.4 6 (9H. 
s) . 2.1 8 (2H.m) .3.25 (2H,in) , 4. 
57 (2H,t,J»7.0Hz) , 4.64 ( 1 H, b 
r) , 4.9 5 (2H. d. J = 5.2lte) ,6.05 
(lH.br). 7.26-7.36 (4H.m) , 7.4 
7 (2H.d. J=^7,6te) . 7.5 1 (IH. t,J« 
7.6te). 7.82(lH,s). 7.92(2H.t,J 
»8.0Hz) 

(0072] immn2) 

4- ^Vi^yWr$y-l^ [3« (tert-rh^i. 
;^;P;tf~n^TSy) Tt7ir/U] -iH->f $^^[4, 

5- c]^yy:^30«g(0.0695««>l) ^41K3a 
l«MIL. *mK/^^i^^^-9mi20%l 0. 1 g 
^mt 1 BMSatn:. ra6»»94L«ETmi£* 

-tiftt, ^^nD:t54^ik-j<^y-.;i.- 3 2X1118 
(6:3: 1 v/v) mS»J: 9BMMHR«»», 

/u) -iH-^$ry t4.5--c] #y»j:^-4-r 

$V7ig(0.029 0«»l) €:«»fe»5lch LT» 

100731 (Illt«13) 

r$yi -2-^PD^^^- ^p^yiiv,n^ 

2.4-y^oo-3--ho#>y>^0.72g (2. 
97«oI) AtfN- (tart-rK:^i^;^/P;|C-n^) - 
1.4->?T$yr^V0,56g (2.97«ol) 

uxf-/t.r$:^i2«i4», 7 0T:t:iB«ltTi.5«wa 

«»l(M8SO«) ft. «BETffl««-«^L 
^. »*tn— ^^ifv-^fx-f^/px— -r/K 1 : l v/ 
v)TMP'f-AP-hLTraL, 4- [4 - (ter . 
t--rh#>'XrA^^:iA'TSy) rf^/pr^y] -2- 
^OD-3-=:hD#yi;>^0.9 7s (2.46moI) 
€'»fe«*(mp : 1 25— 1 2 6.5*0 t LT» 

[0 0 74 J IR (KBr>M-i : 3 34 0. 3 28 
0. 1 680, 1 540, 1520 
'H-NMR (CDC I,) ^ (pp.) : 1.4 6 (9H. 
s) . 1.6 3 (2H.m) .1.78 (2H.fn) , 3.* 
19 (2H.q,J=6.4lb) . 3.47 (2H.q.J = 
6. IMz) , 4.68 (lH.br > . 6.4 1 (IH.b 9 



1MIV9-208584 

1 

r) . 7.52 ( IH.t. J-7.7te) . 7.74 (1 
H.t.J-7.8te) , 7.91 (lH.d.J-8.4H 
2) . 8.1 1 (lH,d,J»8.4iiz) 
I0075J (Wt«14) 

3- 7S^-4- r4- (t^-rK»^^it.^f^t^.7> 

4- [4- (tert-rh^r5^;^i^jtr-A'r§y) r^pi. 

T^y] -2-^00-3-- KD:^yyvO. 5 « 
(1.2 7-01) ^X^y~/H 3.1<CJWrU ttftf- 
W r [11 3 • 2*WI|1.0« (4.43t»l) ^taJLim 
tSMOStSlLt:^ K6**^2N-T>^q&-r;jct*lt 
^Drr;ttn^AT2ig»£BL. ftj^ (ifetfUc) . (BH (N 

atso4) ft. MusTmutv^Lti. mutii^v^y 
»xf-7i. ( 2 : 1 v/v) ara{s»«3jt 9 sn»€*iM>. 

-TSy-4- [4- (lcrt-rh:^i^;^A.#XiUTS 

y) :^'MPr$y] -2-^oo:^yy>o.i 2« 
(o.3 29»Di) imemAtLxnt:. z^otto^o 

I0076J IR (KBr>c«^i : 3270. 168 
0. 1 540. 760 

>H-NMR (CDC l3) it imm) : 1.4 4 (9H. 
s). 1.64(4H.in), 3. 1 7 ( 2H. q, J =6. 
Ote) . 3.27 (2H,t. J = 6.6Hz> . 3.89 
(lH.br),4.15(2H,bs),4.59(l 
H.br) . 7.47 (2H.ro> . 7.77 (IH.d.J 
«7.6te> ,7.89 (lH.d.J = 7.2te) 

f00771 (fmmis) 

30 I - r4- (tert-rK^F^^ ^TWrfCjrA.y^ y) 

3-^-^-4- [4- (tert-yh=^>';&/P;JfX/Pr 
*-^) ^^^PT$y] -2-:7OD:ityU>^0.14« 
(0.384«»l) fc:hUx^il.;r/PKj|;A.>-Ko.3 
2«l ( 1 . 9 2mo\ ) i-itoi.. 1 0 OX:fc:*fiRLT 1 il 

^y-'A^ (150: 1—100: Iv/v) jSaSBi)>Ci: 

» 0. 1- [4- (icri-rh^i^;&4^rffxjpr$y) r 

-4":7nn-iH->f t4.5-c J * 

^•^>0.12g (0.32 1^1) ^a»fe»5fe(m 
p: 148-150X:) tLxnt:. C<0fc<0<0lH» 

[00 781 IR(KBr)cr>:1695. 1510 
»H^NMR (CDC I 3) (pp.) : 1.4 2 (9H. 
s) . 1.62 (2H,m) , 2.06 (2H,m) , 3. 
21 (2H.q.J = 6.4lte) , 4.58 (IH.b 
r) . 4.65 (2H,t.J=7.4Mz) . 7.66 (1 
0 H.t.J = 7.2te) . 7.72 (IH.t. J»7.6H 



(11) 



1 9 

t) . 8.02 (IH.s) . 8.1 3 (lH.d.J-8. 
411) . 8.21 (IH.d. J-8.2HZ) 
10079) (9llini6) 

1 ~ ( 4 -r g yf^iui - A ->>DP~ 1 H-^ g ^ 
Vr4.5-e1*yiiv<r>^ 

1- [4- (tert-rh'^s^^A/jit^ii'rsy) r-f- 

Arl -4-^OD-lH— f S^/[4.5-c]*>' 
UVO.lOs (0.26 7aBl) frSfllJtf-Pveall: 
miL. h!;7A'3roMB0.21il (2.67M01) t 
toimATltamLt:, KJGK»«IETWiL. Bit 
tzi N-*■M:-^^y.>A*»a2.lal^*■WctlBi 

T^o o^iWArS^MBL. IttI (NatSO«) «H( 

t^«*tf)rhyf-Ai^M.Ti?aBiiitrKU i 

- (4-T5yyf-ik) -4-^no-lH— f 
[4.5-c]^Xy>'4 5«(0.164h>1) tttOt 

[0080] IR (KBr)ar> : 3400. 29? 
O. 1.670. 1 520, 1 360 
>H-NMR (CDCIi) 9 (ppa) : 1.51 (2H. 
m) . 1.96 (2H.m). 2. 6 6 ( 2H. t. J-7. 
2to) . 3.03 (2H.b8) . 4.53 (2H.t.J 
=7.4te) , 7.56 (lH.t.J»7.4fe) . 7.6 
0 (lH.t.J = 7.5ib) . 7.97 (IH.s) . 8. 
02 (lH.d.J=>6.4lfe) . 8.04 (IH.d.J^* 
6.4Hz) 

[0081] (mmi7) 

l-(4-T5/r^iH -iH->f5r>rr^ 

1- (4-TSyr^n') -4-^OO-lH— f S^r 
V[4.5-c]<^yu>'40v(0.146M>l) »M 
nCMIUiJLIClAit. A'8BlfttX)MrF»«^ 
>^*=7'4«ltjDi. ISOtacttlLTniWPL 

«»9>«lLx^y-A^^inUltT. 1- (4-rs 

yrf-rt/) -iH— fs^r [4.5-c] :*yy>'- 

4-ra>'14ag (0.0548M1) ifOmStUk 
(mp : 22 7-230. 5T: («») ) kLr»Jt. 4 

[0082] IR (KBr) cri : 3340. 318 
0. 1 650, 1 530. 1400 
'H-NMR (DMSO-de) * (m) : 1.30 (2 
H.br). 1.39 (2H.1II) . 1.89 (2H. 
m) . 2.55 (2H.t. J-6.8te) . 4.59 (2 
H.t.J>»7.0Hz) . 6.5 6 (2H.bs) . 7.26 
(lH,t.J-7.4llt) . 7.44 (lH.t.J-7. 
7Bz) . 7.62 (IH.d. J = 8.0liz) . 8.05 
(lH.d.J=8.0lb) . 8. 19 (IH.s) SO 



nni 9-20 5 4 



20 

[0083] (ISIM18) 

4 -^vs^n^rs y- 1 - r4 - ftort-'Tk^s^ii. 

1 - [4- (tert-rh*j/-;»iMJ=A'T5y) rf- 
A'] -4-^00-lH-'f 5^'y[4.5-c] *y 

uyrowt (o.187hdI) cr'0'i^A^rs>'2sit- 
Jit. isortsMiLTdifnmwuft. ttfriifi 

10 tmit^^uyvzmmaLi::, immi»iatmMt 

-M^y^A^Ktrft^U lgll(NatS0i«)tt. tt 

— fcftU. ^DD4iA'.&->^y— 4' (15 
O : Iv/V) jRitH»ej:9. 4-^S^A'TSy-l 

- C4- (tBrt-rh*>'*n'4?;yi'TSy) rf-A'] 

- 1 H— f C4. 5-c m^yy V79«f (0. 1 

77hdI) »aeB3t; (mp : 1 51—15 3. 5X:) 

D [0084] IR (KBr)er> : 3380. 331 
O. 7930. 1680. 1595. 1540. 124 
5. 1 160 

•H-NMR (CDC1») * (vpm) : 1.42 (9H. 
8) . 1.58 (2H.m) . 2.02 (2H.m) . 3. 
18 (2H.III) . 4.55 (2H.t.J<='7.4b) . 
4.55 (lH.br) . 4.95 (2H.d.J<=5. 61 
«) . 6.03 (lH.t.J = 5.6lb) . 7,23-7. 
36 (4H.ni) . 7.47 (2H.d. J-7.6Bz) . 
7,51 (lH.t.J»7.8Bz) . 7.75 (IH. 
0 s) . 7,90 (2H,d.J»8.0Bc) 
[0085] (»ini9) 

1- (4-Tsyr^ii>) -iH-^g-rvr^.g- 

4-'<^ifn^Tiy-i- [4- (lert-rfh'^s^j^nf 
Jissiprsy) -iH— f s^^/[4,5- 
c] 4^yy:^67ag (0.1 50aBi) l^<^5alK:it 

iwt, }mitf^9>>^j^-i)m[2o%: 0.1 5 s» 
fr«jeLn:flMS£^i^ 'ji^yn^ ^A^oT hy9y4 

* — tcftL. ^omttiPA-^^y— n^3 2%BMI 
( 6 : 3 : 1 v/v) mtm»X 0 SBm<OiHK«»«, 

riu;^y»iLTiB*ferwu i-(4-rsyr-f- 
ip) -IH— f srv [4.5-c]*yyy-4-T 
s>i4«(o.o548s»i> immettikbLxn 

[0O86] (»MH|20) 

I- r3- f r4- 

f4.5-c1*yuv-4--rgv^>^ 



21 

a> ^ooMtO.l Off (1. iMDl) At/ri- (3 

f';W;t;;WAT5K3 0iltdBaiL. l-<3->?^f-A^ 

(EDCI ) 0.29k (1.5moI) tJoiTaBTl 

^DD;tVt/^-^^y— (10: Iv/v) TSB^Ue 
Lfc. ^Wif-itWcraWL. «i(NaiS04) 

c]:^yy>--4-rs>'<oaifertj|lit»>::, ccoft^ 

1 00 87 J b) a)T1»^>W:!l- [3- [ (^o 

[4 , 5 - c ] u V- 4 ~r $ v^M^mtx^ 

US^V-«aMl0.14ff (0.4 72M0l)&tXJKIMc 

«^Unra.48mg (0.566m1) i&lpi, 7m 

fcrftL. ^ao;n/PA-^^y— iK3 0 : 1-^2 0: 

iv/v) mmm^tzx^. i - [3« c [4- (i^*7x 
oen^] -iH— f $^rt4.5-c]d^yi;:/-4 

-TS V2 0«g ( O . O 3 e 4i»l > ^jpaWWNWk 

^» . 

r00 881 IR (KBr)cr« : 33 20. 165 
0. 1 525. 1 070. 700 
>H-NMR (CDCI») 9 (pp.) : 1.70 (2H. 
m) . 1.86 (2H.II1) . 2.19 (2H.m) . 2. 
27 (2H.t.J = 10.4lb) . 2.74 (2H. 
m). 2.98 (2H.8). 3. 3 9 ( 2H. q. J = 6. 
Site) . 3.45 (IH.m) . 4.54 {2H.t.J- 
7.0lte). 5.49 (IH.s). 5.60 (2H.b 
s>. 7.21-7.36 (lOH.m) . 7.38 (1 
H.t.J-7.2lb) . 7.51 (lH.t.J-7.7> 
*) . 7.82 (lH.d.J->8.2b) . 7.89 (1 
H. s) . 7.90 (lH,d.J=8.0lfe) t 
I0089J <iyiM21) 

^yr4.5-r1*yuv-^-f.;>>.^nif 
1- (3-TS>'roe;P) -lH->f 5^Vt4,5 
-c) =^yyv-4-rS>0.24g (lM>l)»N. 
N->.>f.4,*rt..aTSF3 0.l«WIL. T^'JAm 

7 5itl (l.l-ol) aofl- (3-S?>^y^TSy7- 
DeA') -3-X.^Ar^jU!t(i^'H S H • aOKSO. 2 9 

8 ( 1 . 5»>i ) ^jqiaaT3. smmmLn. bub 



12) ««ffP9-2085 4 

22 

^y-iP ( 1 0 : ivA) TAmmvii, 

«McT«l»U «i (NaiSO*) METIMIt^* 
ftL, ^oo*/PA->^y-A' (8 : m»m 

iHzJiOBifmimib, mmm^miMin^auM^A 

sy) meiP] -iH-^5^y[4.5-c]*y 

y>'-4-rS>'0.14« (0.474a>l) 
»^ (mp : 1 7 3-^ 1 7 Sr) 4: LTUfc. COCA 

[0090] IR (KBr)cr> : 3330. 320 
O. 1630. 1525 

■H-NMR (CDCIi) * (pp.) : 2.25 (2H. 
m) , 3.47 (2H.q,J=6.5lb) . 4.61 (2 
H.t.J = 7.0lb) . 5.47(2H.bs). 5.7 
<lH.br). 5.71 (IH.d. J»10.4b> . 
6.09 (lH.dd.J=l 6.8. 10.4fc). 6.3 

2 (lH.d.J» 16.812) .7.33 (lH.t.J« 
7.6Hr) . 7.53 ( IH.t. J-7.8b) . 7.83 

20 <lH,d.J-8.4liz) , 7.92 (1H.>) . 7.9 

3 (lH.d.J«8.2ai) 
10091) (IIKH22) 
1- r^- r r^- /*^7|,:nt.3tk»s^i 

rvr4';-gi*yuv -4-ygi^g>^ 
1 - [ 3- (r^' •JA'TSy') TtJKA'] - 1 H—f S 
:#'V [4. 5-c ] V-4-r5i'0. 1 2« 
(0.4 06MDI) £-x^y-ll'10Bl(=jMVU 4- 
($^7x~A'^h^S^) tr'^Ui/V-flOMO.l 38 
30 <0.427«Bl) aVflaM*fhy»>A38^(0. 
44 7h>I) ItttDSSKiL^. ^qm»»« 

O : 1 v/v) jSUiB^CJ: 0 SMtoi^ilA. ffiHW^ 

X— frt.T'f''Jf-jLl^-hLT«*»U l-t3- 
[ [4- (S^7xcyp^h«^s^) -l-e-^ys/j^yo 

-'ty-f/H rs>']roeA.]-iH— fsr'/[4. 

5-c] :^yyv-4-TS:^7 5w (0. 1 33mo 
1) tttm&diti (mp : 1 78~1 8 2*0 tLXfi 

[0092] I R (KBr) cr* : 3330. 320 
O. 1640. 1530, 1080. 700 
'H-NMR (CDC If) * (pp.) : 1.6 1 (2H. 
m) . 1.84 (2H.m) .2.13 (2H.m) . 2. 
20 (2H.m) . 2.38 (2H.t. J-e-OBz) . 
2.54 (2H. t,J-6.0H2) , 2.74 (2H. 
m). 5.48(lH.s). 7.21-7.54 (1 1 
H.m) . 7.51 ( lH.t,J = 7.7llt) . 7.83 
(lH.d.J»8.4liz) . 7.91 (IH.s). 7.9 
) 4 (lH.d.J-8.4llz) . 8.68 (lH.br) 



(13) «HHr9-208S84 
23 24 
[00931 (ldlM23) {0096] I R (K B r ) cfl-> : 3 370. 310 

1- r4- (T^UlPTSy) T^n.! -lH->f 0. 2950. 164 0. 1530. 1090. 75 

vr4.5-ci#yu>-4-rs><;>^tf 0. 705 

1- (4-TSyrf-/P) -IH— fS^r[4.5- >H-NMB (CDC1») d (ppa) : 1.4 8-1.6 

c]*y!;>'-4-T$y0.26« (iHDl) e-N.N 3 (4H.m) . 1.77 (2H.m) . 2.01 (4H. 
-i;pCf-/Wt7l/Ar$F3 0«J«HBL. r^Un«7 a) . 2.30 ( 2H. t. J = 6.0Hz) . 2.44 (2 
5iil (l.lHDl)&t^l- (3-S;>'^/Pr5yrn H.t.J-6.0lb) .2.63 (2H.in) .3.28 
-3-X<f-it^;»iWiff>?^^H*«IBB0.29s ( 2H. q, J «6. 5Hz) ,3.37 (IH.m) . 4.5 

(1.5«ol) trmimmTlWamLti. KJC»(Z* e (2H.t. J^7.2ttz) . 5.42 (2H.b8) . 
irmt. ^a^Jt^n^jKTim^^iZ^uaiNUJK-jt^ 10 5.4 7 (IH.s). 7. 2 1 -7. 3 5 < 1 1 H. 

y-;K10: Iv/v) T4EIttaiU^. «Mlt*« m) . 7.5 1 (1 H. t . J =7. 7lfe) . 7181 (1 

*Tft»U. ttll (NaiS04) tt. iSETmmiW^ H.s) . 7.8 2 ( 1 H.d. J:=^8.0lb> .7.92 
Lfc. I»trS^y;^yiP;>5A^ovh^^7-f-t:ft ( IH.d. J»8.0H2) . 8.58 (IH.br) 
^oor.yPA->^y~/K10: 1— 8: Iv/ [0097] (!Otfl25) 

v)»a«»t:J:9. 1- [4- (T^y/PTsy) 7^ i - r3- r f4- r f4-^po7^^A.> 

f-iH -lH--f srr[4.5-c]:^y!i>'-4- y h#£^1 -i-t:>>^»jy>ro/tywiuT r^yiT 

T$>'90ms (0. 29 1mino I ) taaWMB* oeA^I - 1 H-^ r4.5-c 1 »ytiv-^ 

(mp : 17 6-'178X:) tLXlit:. Z^b<0^ -T^><D^ 

5l£S«f^^liiaT«iOT»*. 1- [3- (T^'JA^T^y) Toe/P] -IH— 
[0094] IR (KBr)Gri : 3320. 320 2D [4. 5-c ] dfy y>-4-r$>'5 0*g ( 0. 1 

0. 1640. 1 530 6 9m»1) ^JL^y-yl'5«lfcaW!IL, 4- [ (4-^ 

iH-NMR (CDC la) ^ (m) : 1.6 5 (211. on:7x— /P) 7x:in/>eh#2^] tr'^i;y>' • aaftttl 

m) . 2.04 (2H.I11) . 3. 4 0 ( 2H. q. J»6. 6 Oag (0. 1 7 8aDl ) &t;r|K|K;f^^|.i|f^i;, 1 6b 

7llz) . 4.58 (2H.t. J«7.2llz) . 5.50 g(0.186Mol) ^mi.X 1 BtntOKtLtz. ^Mb 

(2H,br), 5-52 (lH.br). 5.65(1 €r;?«Lfe». WK^W^L, »«tr/^5-^;>^J^^ 

H.d. j»i o.2Nz).6.0 3 (lH,dd.J = l6. o-eh^57 -(cftLnr. ^DOsn/UZ.->^y-/P 

8. 10.4H2) . 6.27 ( lH.d.J = 17.0H (4 0: 1 v/v) ^SOMl^lM), ««« 

z) . 7.33 (lH.t,J«7.6fc) . 7.53 (1 *«X-7^;^T^ U-f-jLU-h LT^L. l-[3- 

H.t.J=7.7te) . 7.83 (IH.s) . 7.83 [ [4- f (4-^007xX;U) 7x-iW^h^i^] 

(IH.d. J»8.6Hs) , 7.93 (lH.d.J»8. 30 - 1 -e'^Ui^'VT'D^ty^f /P] T$ y] Toe/P] - 

4te) lH-^$^/[4.5-c] ^yiJV-4-r$>'4 

[00951 (XttM24) 0«(0.06 6 9mo1) free»3t((mp: 170-^ 

r4- r r4- (i^^^x:^^^^^:^^) i 72. 5x:) t LT»y:r. i<ofcw>4Hi»Wx-5^ 

r r4.5-c1 ^yU>-4-T$><^>^ [0098] I R (KBr)cri : 3320. 320 

1- [4- (T^y/PT$y) r^/p] -iH-^$r o. 2940. 1640. 1530. 1080 

V'[4.5-c]^yiJ>'-4-TS>'8 5«g(0.2 7 > H-NMR (CDC I 3 ) a (ppa) : 1.5 9 (2H. 

Smol) tr^^j^'^K.lwliZfSmL. A'-a^yxZ^ m) . 1.8 1 (2H.in). 2.13(2H.m). 2. 

^h'^i^) e'<y£;^- «|M|88«(0.2 88«o 2 0 ( 2H.m) .2.37 ( 2H. t . J = 6.0ax) . 

\) RX^SmA^hV^J^2Sm{0^302mDl) ^ 40 2. 54 ( 2H. t . J =^ 5.8lte) . 2. 7 2 ( 2H. 

aii. l*WMiaL3fe* ^jWlli-WiLXlft^^, r« m) . 3.37 ( 2H. q, J =6. 4Hz) , 3.40 (1 

i^MiU mm^TA^^-t^^J^^WTh^^y H.m) ,4.59 ( 2 H. t , J = 7. OHz) . 5.43 

fttnr. ^^00;^/^A->^y--rt^ (5 0 : Iv/v) ( IH.s) , 5.45 (2H.bs) . 7.23-7.3 

a»»fc^OBWIit««>, iMi«*«x---r;l^Tht; 4(10H.in). 7.5 1 ( 1 H. t . J =7. 61b) . 

^^U^hVXimU 1- [4- r [4 - (S/7xX 7.83 (lH.d.J=8.4Hz) . 7.9 1 (IH. 

n^^h^i^) -i-e'^ijs/vroMy^f/p] r$yj s) , 7.94 ( iH.d. J=8.4ii2) . 8.59 (i 

-lH->f$^/[4.5-c]itytJ>-4 H.br) 

-T§>48«(0.0832H0l) ^efi»5|t(m [0099] (iaiM26) 

p: 174-1 7 6t:) ttxmi. CiOt«^WM» 1 - fB- ( 4 ^ j^po/i.r^y^;i.T$ y > yntr 

Wx-^ttCTFoaoT**. 50 4.1 - 1 H->r ^ 5^^ r4.5^c 1 di^y»j>^4>y 



(14) 
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I - {3~r$yTot:/p) -i h— r sry [4.5 
-c] ^yoy-A-r^yo.24g (laoi) tN. 

BKO.l lal <l.l«»l)atXl- {3-->^>f*iPT 
5 y TotTA-) - 3 -Ji^f\^tfA^i^i?-i 5 F - IBM 

0. 2 9 g < 1 . smo\ ) tanijMr 1 mmLt^. r 

•«-Jfe«WcTi5fe*L. «»(NajS04)«. JSETJS 

rae;H - l H->f [4.5-c] 
y>'-4-r5>'30«(0.0867MDl) trffAfi 

[01 00] IR (KBr) ca-» : 33 30. 32 0 
0. 1 650. 1 530 

»H-NMR (DMSO-ds) a (m) : 1.91-2. 
04 (4H,m> . 2.26 ( 2H. J »7.4ib) , 
3.12 (2H.q. J = 6.2Hz) . 3.64 <2H.t, 
J=6.6Jb) . 4.59 <2H.t.J = 6.8lb) . 6. 
58 (2H.br) . 7.26 (IH. t. J = 7.4H 
2) • 7.4 5 (lH.t.J»7.8te) . 7-62(1 
H.d. J»8.0liz) . 8.03 (lH»d, J = 7.6li 
2) . 8.05 (lH.br) . 8.20 (IH.s) 
lOlOll (WWI27) 

1- [3 - (4-^oo;wr^>'>f/PT$y) :roe 
/P] - 1 H-^ a^v' [4. 5-c ] ij v-4-r 
5V2 5^(0.0722-Dl) . 4- (2^7xCiyp> 
h^i^) e^i;>?V . <BKtt44«g (0. 1 44»ol) 
2itX«M;^y»>j,40« (0.289»l) *N.N-y 
^X^;t;yl.ATS K3«l«frr. 1 0 OXTtCMKLT 8i» 

aJL. «Bi (NaaSOf ) l*BET»lf£-«r*Ly::. 
0;f./l.^-^^y-;K J 50 : 1-^70 : Iv/v) « 
f^iU-hLT. 1- [3- t [4- iz^yj,:z/\,j^h 

+i^) -i-eAii;s;>r^y>f,p] ^5^3 

-lH->r$^v[4,5-c] ^yy>«4-T 
5:^1 5«s (0.0260«»1) tefi»5fe(mp : 1 

58-16 2.5X:) fctrwn:. 

[0102J IR (KBr>c.-i : 3200. 164 
0. 1 530, 1070. 700 
'H-NMR (CDCls) a ippm) : 1.62 (2H. 
«>. 1.77(4H.in). 2.1 O (2H.m) . 2. 50 
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1 9 (2H.in) .2.29 (2H. t. J •7.0te> . 
2.34 {2H.t.J-6.4fe) . 2.69 (2H. 
m) , 3.35 (2H.q.J»6.5lb} , 3.40 (1 
H.m) ; 4.58 (2H.t. J = 7.0Hz) . 5-45 
(2H.bs), 5.47(lH,s). 7.19-7.3 
4 (1 IH.m) .7.51 (IH. t, J»7.7te) . 
7.82 (lH.t.J-8.4llz) . 7.92 (IH. 
s) . 7.93 (lH.d,J=8.2Hz) 
10103] (9tltn28) 
1 - rs- (5--»DD>t^v^y^A.T.^ y) 

1- (3-rsyroir;j.) -iH->f$5^r [4.5 

-c]#v'«l>'-4-T$>'0.32« (1.33»1) 
«rN,N->?X^A^A^X.r$K4 0«JtaWL. 5- 
^ODlSWKO.l 5al (1.4 6m1) JttXl- (3« 

i^v-^ii^rsyroeii^) -3-"X-^i^J^i^^fs/-^ $ h 

•aMltt0.38R (1.9 9.DI) *jDi*ari*Bi 

nnttArA-M^y^n< ( l O : l v/v) T2Blk{Bt 
n:. «WIM^M4cTft»U «^ (NatSO*) 

KtTWKU 1~ [3- (5-^ooil^>'^ywfii. 

T$y) roen.] -iH--f [4,5-c] * 
yuv-4-Tsvo.i6g (0.445M0I) em 

10104] IR (KBr)c^i :3470. 329 
0. 1650, 1525. 1395 
>H-NMR <DMSO-d«) a (ppa) : i:62 (2 
H.m) . 1.70 (2H,m) . 2.00 (2H.t.J = 
7.01b), 2.12 (2H,t,J«7.4Hr) , 3.12 
(2H.q.J = 6.3H2) . 3.62 (2H.t. J«6. 
2Ib) .4.59 (2H.t.J = 6.9Hz) . 6.6 1 
(2H.bs) . 7.2 6 (lH.t.J-7.6H2) . 7. 
4 5 (IH.t. J-7.8HZ) . 7.63 (1 H.d.J = 
8.4Hz) . 7.98 (lH.br) . 8.04 (IH.d, 
J=8.2H2) . 8.21 (IH.s) 
10105] (»m29) 
1 ~ TB- r r4- (iZ-^-r ZL/l^xh^s^) 

f4,5-c1*ytj;^- 4-ygviyy^ 
1 - [3- (5-^oDn^>'^y^/uT$y) roe 

- 1 H ->f S^V- [4 . 5 ~ c J U 4 -T 
5:^50«g(0.139«»l) . 4- <i;7xX;l.Xh 
=^i^) t^^lli^V.«|«B4 2«g{0.13 9»oI)a 
t^iKtt^i;«>.^5 8Bg (0.4 1 7hb1) $^N.N-i/> 
•f^7l/;ttiPii.r$F3»lrtrr, 1 0 OT:t:W6LT7«Ma 
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20 



^OOlt5|^ak->^y-i^ ( l OO : l-^70 : Iv/ 

v) iRBii»izj^ oBmamnb. mam^si^^Af 

Th0i^jLU--hLX9nBLL. 1 - [ 3- [ [4 - (i-' 

573 roe/p] - 1 H--f 5^*/ [4 . 5-c ] #y 
y>-4-r$>2o«g (o.o338«oi) 

5fe(mp : 15 2-1 54r:> fcLT»fe. 

101 06J IR (KBr ) a-i : 3330, 320 
0, 2940. 1 640. 1 530. 1070, 700 
"H-NMR (CDC l3) d (ppb) : 1.50 (2H. 
m) . 1.6 4 (2H,a).].6 9 (2H,ni) .1.84 
(2H.in) . 2.08 (2H.in> . 2.19 (2H. 
m) . 2.2 0 {2H.t. J = 7.4Hz) . 2.30 (2 
H,t.J=*7.2H2) . 2.70 (2H,m), 3.36 
(2H.q.J»6.5lte) . 3.4 1 (IH.m) . 4.5 
7 (2H,t. J = 7.0lb) . 5.45(2H.b8). 
5.49 (1H.8) . 5.94 (lH,t,J»5.8H 
X) . 7.21-7.37 (1 IH.m) . 7.52 (IH. 
t.J = 7.7lte) . 7.83 (IH.d. J«8.4Hz) , 
7.90 (IH.s) . 7.92 < 1 H.d. J = 8.4Hz) 

[0107] immso) 
1- (3~rsyroe7i') .-i h— f [4.5 

-c] ^y\)y-A-T^>0.248 (1— ol> tN, 
N-y^-^iU^A^ATSFSOBlfclWiL. 6-^0* 
i^TO>||0.2lK ( l.lsol) AtXl- (3-yy 

IMK0.298 (1.5mo1> <rlD;t. SaiTlMRfL 

m (Natso«) fi. ^ssrmuiv^Ly^. astex 

-'r/l^$^fc:*rhi;'f-AV'— hLxriiu l-[3 
- (6-ro^^^-!fy^/PT$y) Toe/p] - ih 
[4.5-c] ^yu>'-4-T$:^5 0«g 
(0.12 0»ol ) %KBiMmb LXmti. Z^L^ 

[01081 IR (KBr) : 3330. 320 
0. 1 540. 1 540. 1 395 
•H-NMR (DMSO-de) a iptm) : 1.36 (2 
H.m) . 1.52<2H.m), 1.70 (2H.m), 
00(2H.m). 2. 1 0 (2H.t. J = 7.0H 
. 3.11 (2H.m). 3.60 (2H,t.J = 6. ♦ 

VA't'^r^^y^'^p-h (SP-20) 
au-^f-vK-f vroeA' ( i pm) 
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• 81b) . 4.59 (2H.t.J-7.0lis) , 6.56 
(2H.b8) . 7.25 (IH.t, J»7.4b> . 7. 
44 (IH.t. J = 7.4llz) , 7.62 (1H,<1.J = 
7.81b) . 7.95 (lH.br) . 8.03 (IH.d, 
J»7.4lb) . 8.20 (1H,8) 
[01091 (9dtn31) 

1 - [3- f [4- (y7xXil.XK»i^) ~ 1 -K^ 

^-r r 4. 5-c ] #y -t^ v^n^ 
1- [3- (6--rD*A.^try-fA^T$y) roe 
A^] -iH--f srv'r4.5-c]*yy>^-4-r 

$>'4 58g(0.108Mol) . 4- (y^xx/p^h 
^^i^) - «IMtt6 588 ( 0. 2 1 5h>1 ) R 

V9SKUltV^J^5 9m (0.430hd]) 4u,N-^j( 
f*/l^4^J^T^K38lit>. 1 00T:(CftftLT8iMni 
If L^. raS!K(C;fcltlB;e.^ODstt;W^r2BMU&L. 

•ai (Natsoi) ft. mETmm^v^tn:. oati^ 

A-jC^y-iKl50 : 1—70: lvAr)»{iiB» 
-hLTTOU 1- 13- [ [4- {i^yjiZiA^Mh 
-iH-^§ry'[4.5-c]#^yui^-4-r 

£ 88g ( 0. 04 6 2a»l ) »MI|fi»3ie (mp : 

1 5 1-1 5 sx:) t Lxnti. z^tM>j»efnr 

[01 10] I R (KBr)cri : 3 3 30. 294 
0. 1630. 1540. 1070. 700 
»H-NMR (CDC li) ^ (ppa) : 1.3 1 (2H. 
m) . 1.48 (2H.m) . 1.63(2H.m). 1. 
70 (2H»m) . 1.86 (2H,in) , 2.07 (2 
H.m) . 2.17 (2H.t,J«7.6lb) , 2.20 
(2H.m) , 2.27 ( 2H. t . J = 7. 6fa) . 2.7 
1 (2H.m). 3.37 (2H.q.J»6. 51b) . 3. 
42 (IH.m) . 4.57 ( 2H. t . J «6.8ib} . 
5.4 5 (2H.b8) . 5.50 (IH.s) . 5.6 2 
(1 H.t. J-6.OH2) . 7.21-7.37 (1 IH. 
m) . 7.5 3 ( lH.t.J=7.7te) . 7.8 3 (1 
H.d.J«8.4ib) . 7.90 (IH.s) , 7.93 
(IH.d. J«8.2lb) 
[0111] (»tM32) 

mm : *fmoit^^isfitthmmisaiT^^m^x 



0.2g 
2.0s 
0.4s 
7.4g 
0.0s 
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M> 0.4 gfripifctt, sKzumm (sor) lx 
fcv^fcefet^-fey v7.4«t-jDi. i»»L«f*«<,«ii 

[0113] (ittmi ) 

8 O-CCttiL^t-f V^T^T'J >iSS 8 t*CB»ft4 9 
8 8 8 1 5 JSEHO^trc^JSLJt-r S "^^t K 0 . 5 g 

«-»i.Jwww»Ln:. i/ife:. tatmf (sor) lt 

10114) (lt«n2) 

0. 1 2XU>'7'D>'V«* (S/*yi«W) fef^«4 
[01 151 (%ltn33) 

«tt3 00-60 0 8«>int. Hart I ey4l«A^ 

I s h 1 i ^ (Naunyn-Selaieileberi's Ardt. Flamco 
I.. 332,219-223, 1986) tZjiOHmHUSI^mt-mK 

TO«ii*»«»A«*»fM4T*>jR»t mas uaawrr 

n:. «*tt3 7rtCloaLy::9»« (Kn*8 blcartonat 
e«:NaCl 1 1 8. 1 C aC 1 1 2.5*. K 
HtPO. 1.2BM, KC I 4.6^. M«SO« 1.0 
rt, NaHCO* 25M. glucose ll.lM. p 
H : 7.6 5) «8l:^t^l 0Bl7^jtx«i|tt>(css 
L. 9 5XOi. 5%cotnmita:if.tmSM,ti. m* 

9^- <NEC Sm-ei.Type 45196A) aifiB 
E»r>7-(NEC Sm-ei.Type 1236) iifLX^y 
^mu^+a-y- (RIIMDEIKI R-50) ±cie«Ln:. 
[01 16] «4cUl«ia incubation LT36»<,ta^ 

{ 1 o-»M) *<a*UTOwaet»Jt. 

[0 117] t;^:?SvzuaiS«4±««a*c, 
<1— fyrf-/P-lH— ^5^'V[4.5- 
aValEJHTOj^UDMSQ (i?>f./PXrt'*:fi^H) 
(ciiME ( DMS007^jrjt;mi|rr«)«M|a»4o 
196) Uc. 

[01 181 (2)ISX 



(16) 



30 



<tiff9-208 584 



«22, 24. 27, 29ftV3 1»fl:d1W4£/7*> 

[01 1-9] 

[ill] 

«1 



10 













1.5xlO-»M 


Illlfl2 2 


8.4x1 o-»ll 


llliffr2 4 


4. Ox 1 0 »M 


Ilim2 7 


1. 9xio-n4 


nMI2 9 1 


3.4xlO-»M 


XMIdl 


2.2x10**11 



[01 20) ( 



34) 

m 



<l)Hlt«l6 

MWi4att(0Ba I b/e-^^^x (if) tB^tc^PT 

(oi2i]9rxiiUia(^)iai 

o. 9xafl:-*-h u<>A*j8ii[2 o■lfc-^•>-t 9 ^t.r 

^ (OerMtoptasoidespterawMinns : Intermtioml B 
iolofflcals.lnc.:UA.Ib.l4679) 1 g^WMV. 30bI 

^^i^^X}t(vht:»U smr, 4000-45 

oo^p■r**i'••^>^xLn: (»MrFT*«i^>^x 
•^-^XL^£) . 4««i''■^>rxtx:lKK»5o•lc»|^» 

30 t*L. Sair3 50 0nwT5«rai%ffVV 

fzktzx-yx, s«B. mmant:. «imc(ro 

eilulose Tubiimc) <C, SWA. B. C^-f-^-rMfA 

L. 4xrco.9sank-^hy.>A*jf««attLT- 

^^^Mi^y/^^MM^y h (Protein assay Resgen 
tBCA Kit: PIERCE. Inc. )T*ISt. *«<r>mSi 5 0 
Oug/mm^y/x^Wmtz:itiX5(z, 0.9%m{ti- 
« Hy'>A*wr«BRtn:. Cit«,«3i8«tai*LT 
1 Sm\ff)iSt*)-rx3\::uy^3.--r{Zl OBi-rojHtU. 
r=ttH»«f:L3t. wiTJSiKiifleMVlT-SOXrr 

[0122] o»m&t>^ 

50 [0123)S»i«BSf|t21BflK:. 0.9JtfCfl: 
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[0124] ottJiEin&t^mMMEtonR 

9tB4 SimCBWKQC J: 07^a»l|«L1NB<r> 
ftJftUgTRO. v-.*>'^^Lfc«i-«-4«H:«C leaner 
CAMTIrflmiLn:. lanLnrftJUttl 0%>t>tt)t:A'7y 

n)ui(4oo«s) -c. lOJVics^^ooffnemi^ 
[oi25]im«(x) = ( (»nft4Fir0)inM8t 

R) ) XI 00 

1 0 1 2 6 1 •«aiowntoeoini 
Xtma 2<r>^icj: 

{012 7]OnM)l^:»tt 

ttdtt^- (i^filRfe: OocluBive dreasini tedniw* 

«2 
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* (ODT) ) 

2caEr3!rClt«LXr. »4C. ft««j^«3 Jt3C9v 
Tt'WdHMiH.T T (Johnnn t Johnoan WDiCM. IN 

-MUSTm itzmmUBJ: •) 3Biaii»Lft. 
(0128)«fiffB-»S8B (Sfiffift) -«fiaeB 

(M^3B) 
[0129] (2)lfJi 

2x-f s^^Kiw. msimit^W)29akm. o.i 
^xAmmamm£tziti-itmmmttt2, 3c 

[01 30] 
[«2] 



[0131] 



































164. 0± 3122 


7a 37 




337. S± SSL 76 


SC29 






2tL6± 60. M 


4a 37 











MUPCtt 




iiao±aoo 












SUmt (oaBt> 




S7L42± 71.03 




MM2 20ftMl (2K0t«> 




317. 40± 88.51 


4L48 


»M2 4 OftMl (2MCt«) 




61.30^ ILM 


8138 


«M2 7<HtM (2ftfM) 


235. 60± 87.11 


38.58 


»Ml2 9«>ltMI(2MM> I 




3C2.00± 87.71 


3.53 




16176±13LSI 


58.88 



[0132] (Illt0«35> 



*M1Mi49»<'>Ba I b/cV»yx (If) iQ:^^UT 
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[01 33)aMM?Acm 

-. 4 3(8). P1099.I994) . -TW?*. USTA-T' 
(WA) li«gi:*IM:TyPS='>Ayrt' (aim) 4 

fc. SS»2BIB<oai(^l OBtltut-f/WlWTCS 
MtOVA (20/«l) SytArtfflHL^:. SIB(:«iV> 
Tl±. ffiir(r>MP€-H«y::i6OVA09fth>)le£a«B 

[ 0 1 3 4 ] e 2«ttWWRB0)«g 

O VATaSBf* fc 1 «RIt 2 4«ia»trt:-^ 1 5ft 

l0135]Mmfi4.:«tt 

(CMC) csau SB24i$nHfc2imcsa 

XCMC<DAS-a4H,>fc. -tLTaToatJiOWl! (IK 

[01 36iimf«(%) = ( {ovAWBgam^m 
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m») ) XI 00 

[0137] (2)ttJll 

[01 38] 
[«4] 



•4 









mm cm 






-< ^ K 




4 


0 


16.4 


nM22 


UvsAt ii 


4 


91.8 


JOO.O 


PC 


5 


28.6 


41.4 






4 


23.8 


64.4 
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I 



Title con5>ds. I (X = H, halo; m = 1-9; n = 2-12), which show eosinophil 
infiltration inhibition and antihistaminic activity, are prepd. Eight 
types of intermediates for I are also claimed. An EtOH soln. contg. 0.12 
g l-(3-(acrylamino)propyl)-lH-imidazo(4.5-c)quinoline-4-amine (prepn. 
given), 0.13 g 4- (diphenylmethoxy)piperidine.HCl , and NaHC03 was refluxed 
overnight to give 75mgl (X=H, m=2, n=3), which in vitro inhibited 
histamine- induced contraction of tracheal muscle of guinea pig with IC50 
of 3.4 .times. 10-7 M, vs. 1.5 .times. 10-7 M, for diphenhydramine . HCl . 
An ointment contg. I was formulated. 
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